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TI Dioxolane thymine and combinations for use against 3TC/AZT resistant 
strains of HIV 
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AB The present invention relates to the use of a dioxolane thymine compound 

according to the chemical structure of Formula (I) : where Rl is H, an acyl 
group, a C1-C2 0 alkyl or ether group, a phosphate, diphosphate, 



triphosphate or phosphodiester group, for use in the treatment of HIV 
infections which exhibit resistance to 3TC and/or AZT. Preferably, 
compds. according to the present invention are combined with at least one 
ant i -HIV agent which inhibits HIV by a mechanism other than through the 
inhibition of thymidine kinase (TK) . These agents include those selected 
from among nucleoside reverse transcriptase inhibitors (NRTI) , 
non-nucleoside reverse transcriptase inhibitors, protease inhibitors, 
fusion inhibitors, among others. These agents are generally selected from 
the group consisting of 3TC (Lamivudine) , AZT (Zidovudine), (-)-FTC, ddl 
(Didanosine) , ddC (zalcitabine) , abacavir (ABC) , tenofovir (PMPA) , D-D4FC 
(Reverset) , D4T (Stavudine) , Racivir, L-D4FC, NVP (Nevirapine) , DLV 
(Delavirdine) , EFV (Efavirenz) , SQVM (Saquinavir mesylate) , RTV 
(Ritonavir) , IDV (Indinavir) , SQV (Saquinavir) , NFV (Nelf inavir) , APV 
(Amprenavir) , LPV (Lopinavir) , fuseon and mixts. thereof. The TK 
dependent agents, such as AZT and D4T, may be used in combination with one 
of the dioloxane thymine compds. according to the present invention, but 
the use of such agents may be less preferred. In preferred compns . 
according to the present invention, Rl is preferably H or a C2-C18 acyl 
group or a monophosphate group. Pharmaceutical compns. and methods of 
rieducing the likelihood that a patient at risk for contract an HIV 
infection will contract the infection are other aspects of the present 
invention. 

AN 2004:513490 CAPLUS <<L0GINID : : 20070809>> 
DN 141:65057 

TI Dioxolane thymine and combinations for use against 3TC/AZT resistant 

strains of HIV 
IN Chu, Chung K. ; Schinazi, Raymond F. 

PA The University of Georgia Research Foundation, Inc., USA; Emory University 
SO PCT Int. Appl., 2 9 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 


2004052296 




A2 


20040624 




WO 2003- 


US39029 




20031208 


< - - 


wo 


2004052296 




A3 


20040923 
























W: 


AE, 


AG, 


AL, 


AM, 


AT, AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 








CN, 


CO, 


CR, 


CU, 


CZ, DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


■ GB, 


GD, 








GE, 


GH, 


GM, 


HR, 


HU, ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 








LK, 


LR, 


LS, 


LT, 


LU, LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 








NZ, 


OM, 


PG, 


PH, 


PL, PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 








TM, 


TN, 


TR, 


TT, 


TZ, UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW 








RW: 


BW, 


GH, 


GM, 


KE, 


LS, MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 








BY, 


KG, 


KZ, 


MD, 


RU, TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 








ES, 


FI, 


FR, 


GB, 


GR, HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


SK, 








TR, 


BF, 


BJ, 


CF, 


CG, CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 


CA 


2502625 






Al 


20040624 




CA 2003- 


2502 


625 




20031208 


< - - 


AU 


2003296360 




Al 


20040630 




AU 2003- 


296360 




20031208 


< - - 


EP 


1569659 






A2 


20050907 




EP 2003- 


812874 




20031208 


< - - 




R: 


AT, 


BE, 


CH, 


DE, 


DK, ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 








IE, 


SI, 


LT, 


LV, 


FI, RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


SK 






BR 


2003017113 




A 


20051025 




BR 2003- 


17113 




20031208 


< - - 


CN 


1723025 






A 


20060118 




CN 2003- 


80105479 




20031208 


< - - 


US 


2005209196 




Al 


20050922 




US 2005- 


530088 




20050401 


< - - 


MX 


2005PA03637 




A 


20050816 




MX 2005- 


PA3637 




20050405 


< - - 


IN 


2005KN00698 




A 


20060224 




IN 2005- 


KN698 




20050421 


< - - 


US 


2002 


-431812P 




P 


20021209 


< - 




















WO 


2003 


-US39029 




W 


20031208 























OS MARPAT 141:65057 

L5 ANSWER 2 OF 5 CAPLUS COPYRIGHT 2 007 ACS on STN 

TI Method for the treatment or prevention of Flaviviridae viral infection 
using nucleoside analogs 



AB A method is provided for treating or preventing a Flaviviridae viral 

infection in a host comprising administering a therapeutically effective 
amount of at least one nucleoside analog (Markush included) . Preparation of 
nucleoside analogs is described. 
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TI Preparation of enantiomerically pure (3-D-dioxolane nucleosides as 
virucides 
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AB A method and composition for the treatment of humans infected with HIV that 
includes the administration of an HIV treatment amount of an 
enantiomerically pure p-D-dioxolanyl purine nucleosides I wherein R 
is OH, CI, NH2, or H, or a pharmaceutically acceptable salt or derivative of 
the compound, optionally in a pharmaceutically acceptable carrier or 
diluent. Thus, I (R = OH) was prepared and tested in human peripheral blood 
mononuclear cells for its antiviral activity (EC50 = 0.03uM). The 
toxicity of the compds . were evaluated in uninfected human PBM cells and 
showed no toxicity at a concentration of 100 uM. 
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Preparation of antiviral 1, 3-dioxolane nucleoside analogs 

This invention includes the compds . 2 1 -deoxy-5-f luoro-3 ' -oxacytidines and 
pharmaceutical^ acceptable salts thereof for use in medical therapy, for 
example for the treatment or prophylaxis of an HIV infection (EC50 = 
0.013-0.027 uM) with cytotoxicity of (IC50 < 1 uM) . 
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nucleoside analogs 

AB The present invention relates to a method of preparing the antiviral compds 
2 1 -deoxy-5-f luoro-3 1 -thiacytidine (FTC) and various prodrug analogs of FTC 
from inexpensive precursors with the option of introducing functionality 
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and treatment of AIDS; and the compds. themselves. This synthetic route 
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compds. and related compds. Thus, 2 1 -deoxy-5-f luoro-3 ' -thiacytidine was 
prepared and showed anti-HIV activity (EC50 = 0.011 uM) and cytotoxicity 



(IC50 > 100 \M) in human PBM cells. 
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